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(54) PRODUCTION OF 4-AMINOPYRIMIDINE NUCLEOSIDE 

(57)Abstract: 

PROBLEM TO BE SOLVED: To easily obtain the subject compound 
under mild condition by protecting the hydroxyl group of the sugar part 
of a 4-hydroxypyrimidine nucleoside with (CH3)3Si group, reacting with 
phosphorus oxychloride, etc., and reacting with ammonia water without 
separating the intermediate. 

SOLUTION: The objective 4-aminopyrimidine nucleoside of formula II 
(e.g. cytidine) is easily produced under mild reaction condition by 
dissolving a 4- hydroxypyridine nucleoside expressed by formula I (R1 is 
H, a lower alkyl or a halogen; R2 to R5 are each H or OH) (e.g. uridine) in 
a solvent such as pyridine, adding trimethylsilyl chloride to the solution, 
stirring for 1hr at room temperature to protect the hydroxyl group of the 
sugar part with trimethylsilyl group, adding phosphorus oxychloride or 4- 
chlorophenyl phosphorodichloridate, reacting for 4hr at room 
temperature, adding 25% ammonia water to the reaction product without 
isolating the obtained intermediate and reacting for 2hr at 50°C to effect 
the removal of the trimethylsilyl group and the amination of the 4- 
position of the base part 
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